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AB The title compds . Rl (CH2 ) 2CH ( SH) CH (C02H) CH2R2 [I; Rl = (un) substituted Ph, 
naphthyl, pyridinyl, etc.; R2 = aminopyridinyl , aminothiazolyl , 
3-azabicyclo [3 . 2 . 1 ] octyl ] which inhibit carboxypeptidase U and thus can be 
used in the prevention and treatment of diseases where inhibition of 
carboxypeptidase U is beneficial, were prepared E.g., a 4-step synthesis of 
2- [ ( 6-aminopyridin-3-yl ) methyl ] -5- ( 1, 1 ' -biphenyl-3-yl ) -3-mercaptopentanoic 
acid (starting from 3-iodo-l , 1 ' -biphenyl ) , was given. Biol, data was 
given for 13 exemplified compds. I. In further aspects, the invention 
relates to pharmaceutical compns. containing at least one compound I. 
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carboxypeptidase U inhibitors) 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 2-f luoro-4- 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- (tetrahydro-2- 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- (hydroxymethyl ) phenyl ] -1- 
mercaptopropyl] - (CA INDEX NAME) 
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3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 4- 
(phenylmethyl ) phenyl] propyl ] - (CA INDEX NAME) 



SH C02H 
- CH2- CH2- CH- CH- CH2~ 
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5-Thiazolepropanoic acid, 2-amino- a- ( l-mercapto-3-phenylpropyl ) - 
(CA INDEX NAME) 



CH2- CH- CH- CH2- CH2- Ph 
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3-Azabicyclo [3.2.1] octane-8-propanoic acid, 

a- ( 1-mercapto- 3-phenylpropyl) - (CA INDEX NAME) 
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RN 637300-70-0 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- [ [methyl ( 2- 

phenylethyl) amino] carbonyl ] phenyl ] propyl ] -, 2,2, 2-trif luoroacetate (1:1) 
(CA INDEX NAME) 
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CMF C2 H F3 02 
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F- C-C02H 
F 

RN 637300-71-1 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- ( 3-carboxyphenyl ) -1- 
mercaptopropyl] - (CA INDEX NAME) 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [3- [3- [ (3, 4-dihydro-2 ( 1H) - 

isoquinolinyl ) carbonyl] phenyl ] -1-mercaptopropyl ] - (CA INDEX NAME) 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- [ ( 3 , 4-dihydro-6 , 7- 

dimethoxy-2 ( 1H) -isoquinolinyl ) carbonyl ] phenyl ] -1-mercaptopropyl ] - (CA 
INDEX NAME) 
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CN 3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- [ [ 2- ( 2- 
pyridinyl) ethoxy] carbonyl] phenyl] propyl ] - (CA INDEX NAME) 
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N<\ ^ CH2 — CH- CH- CH2- CH2 



C- 0- CH 2 - CH 2 [f^l 



637300-75-5 CAPLUS 

3-Pyridinepropanoic acid, 6-amino- ct-[3 
dichlorophenyl ) ethoxy] carbonyl ] phenyl ] 



[3-[ [2-(2,6- 
1-mercaptopropyl ] - 



(CA INDEX NAME) 



- CH2— CH- CH- CH2- CH2 



C- 0- CH2- CH2 



637300-76-6 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [3- [3- ( ethoxycarbonyl ) phenyl ] 
mercaptopropyl] - (CA INDEX NAME) 



H0 2 C SH 
CH 2 - CH- CH- CH 2 - CH 2 



637300-77-7 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [3- [3- [[ (2- 
fluoroethyl) amino] carbonyl ] phenyl ] -1-mercaptopropyl ] 



(CA INDEX NAME) 



H0 2 C SH 
- CH2- CH— CH- CH2- CH2 



C- NH- CH 2 - CH 2 F 
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3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- 

[ (dimethyl amino) carbonyl ] phenyl] -1-mercaptopropyl] 



(CA INDEX NAME) 
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- CH2- CH- CH- CH2- CH2 
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3-Pyridinepropanoic acid, 6-amino- a- [ 3- [ 3- 

[ (ethenylamino) carbonyl ] phenyl ] -1-mercaptopropyl ] - 



(CA INDEX NAME) 



-CH2- CH- CH- CH2- CH2 




637300-80-2 CAPLUS 

3-Pyridinepropanoic acid, 6 -ami no -a- [ 3- [ 3- [ [ [ 2- ( 1 , 3-benzodioxol-5- 
yl) ethyl] amino] carbonyl ] phenyl ] -1-mercaptopropyl] - (CA INDEX NAME) 



H0 2 C S H 
- CH2- CH- CH- CH2- CH2' 




C- NH-CH2-CH2- 
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RN 637300-81-3 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- 

[ [bis (phenylmethyl ) amino] carbonyl ] phenyl ] -1-mercaptopropyl] - (CA INDEX 
NAME) 
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Ph-CH2-N— 
Ph— CH2 



-CH2-CH2-CH-CH- 
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3-Pyridinepropanoic acid, 6-amino-a- [3- [3- [ [ (2- 
hydroxyethy 1 ) methylamino ] carbonyl ] phenyl ] -1-mercaptopr opyl ] 
NAME ) 



Me 0 

II 

HO- CH2- CH2- N- 



CH2- CH2- CH- CH- CH2~ 



637300-83-5 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- [( 3-hydroxy-l- 
pyrrolidinyl ) carbonyl ] phenyl ] -1-mercaptopr opyl ] - (CA INDEX NAME) 



N ^^\ H0 2 C SH 

N^ CH2-CH-CH-CH2-CH2 




637300-84-6 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- [ [ 4- ( 4-chlorophenyl ) -1- 
piperazinyl ] carbonyl ] phenyl ] -1-mercaptopropyl ] - (CA INDEX NAME) 
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RN 637300-85-7 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- 

[ [methyl (phenylmethyl) amino] carbonyl] phenyl] propyl ] - (CA INDEX NAME) 



Me 0 
Ph-CH2-N- 



SH C02H 
CH2- CH2- CH- CH- CH2~ 



637300-86-8 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- ( 1- 
pyrrolidinylcarbonyl) phenyl] propyl]- (CA INDEX NAME) 




RN 637300-87-9 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- [ [ 4- ( ethoxycarbonyl ) -1- 
piperidinyl ] carbonyl ] phenyl ] -1-mercaptopropyl ] - (CA INDEX NAME) 




RN 637300-88-0 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [3- [3- [ [4- (hydroxymethyl) -1- 
piperidinyl ] carbonyl ] phenyl ] -1-mercaptopropyl ] - (CA INDEX NAME) 
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637300-89-1 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- [( 3-oxo-: 
piperazinyl ) carbonyl] phenyl] propyl] - (CA INDEX NAME) 




RN 637300-90-4 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino- a- [3- [3- [ [ (3-ethoxy-3- 

oxopropyl) (phenylmethyl ) amino] carbonyl ] phenyl ] -1-mercaptopropyl ] - (CA 
INDEX NAME) 



EtO- C- CH2- CH2~ N— 
0 Ph-CH2 



SH co 2 n 

CH2- CH2- CH- CH- CH2 



NH2 



637300-91-5 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ 3- [ 3- 

[ [ (cyanomethyl ) methylamino] sulfonyl ] phenyl ] -1-mercaptopropyl ] 
NAME) 



Me 0 

II 

NC-CH2-N- S- 



SH C02H 

CH2- CH 2 - CH- CH- CH 2 - 

0 kj 



NH2 



637300-92-6 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [l-mercapto-3- [3- [[ (3S) -3 
[ (phenylamino)methyl] -1-pyrrolidinyl ] sulfonyl ] phenyl ] propyl ] - 
NAME) 



Absolute stereochemistry. 
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RN 637300-93-7 CAPLUS 

CN 3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- 

[ (methylamino) sulfonyl ] phenyl ] propyl ] - (CA INDEX NAME) 



CH2- CH2- CH- CH- CH2" 



637300-94-8 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [ l-mercapto-3- [ 3- [ [methyl (2- 
phenylethyl ) amino] sulfonyl] phenyl] propyl ] - (CA INDEX NAME) 




CH2~ CH2- CH- CH- CH2 



637300-95-9 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- [l-mercapto-3- [3- [ (tetrahydro-3- 
furanyl) oxy] phenyl] propyl ] - (CA INDEX NAME) 




TOh 



24/03/2009 



10/923, 271 



637300-96-0 CAPLUS 

3-Pyridinepropanoic acid, 6-amino- a- [ l-mercapto-3- [3- [ (tetrahydro-3- 
furanyl)methoxy] phenyl] propyl]- (CA INDEX NAME) 



- CH2— CH- CH- CH2- CH2- 
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OTHER SOURCE (S) : 



MARPAT 133:349842 

The compds. R1XCR2R3YR4 [Rl = alkyl, cycloalkyl, heterocyclyl , etc.; R2 = 
H, acyl, acylamino, alkyl, alkylcarbamoyl , alkylthio, alkoxy, aroyl, etc.; 
R3 = C02R5, SO(OR5), etc.; R4 = SH, SCOalkyl, SCOaryl; X = O, S, SO, S02, 
C(Z)2, N(Z), NR6S02, S02NR6, NR6CO, CONR6 ; Y = CZ2, H, alkyl, aryl, 
cycloalkyl heterocyclyl], which inhibit carboxypeptidase U (no data), were 
prepared E.g., 3- (2-aminothiazol-5-yl) -2-mercaptomethypropionic acid 
hydrochloride was prepared 
305328-80-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of mercapto-substituted carboxylic acids as carboxypeptidase U 

inhibitors ) 
305328-80-7 CAPLUS 

3-Pyridinepropanoic acid, 6-amino-a- ( l-mercapto-3-phenylpropyl ) -, 
hydrochloride (1:1) (CA INDEX NAME) 
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